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(54) TIPUMEHEHUE ATEHTA, OBJIAJJAIOIIIETO MOJUGUIIUPYIOIIMMU CBOMCTBAMU B
OTHOIIEHWHN 'OPMOHOB HAZJIITOYEYHUKOB

(57) ®opmyna uzoOpeTeHust
1. Cioco0 nteuenus 3a00JeBaHMs WM PACCTPOICTBA, XapaKTePU3YIOIIErOCs TOBBIILIEHHBIMU
YPOBHSIMU TOPMOHOB CTpPecca W/WIM TOHWKEHHBIMU YPOBHSIMU aHAPOTE€HHBIX TOPMOHOB Y
MaUeHTa, BKIIOYAIOIIMI BBeIEHUE MAMEHTY TeparneBTUYeck 3(h(HEeKTUBHOTO KOJIMYECTBA
coenuHenus popmyisl (I):

B KOTOPOM
n paBHoO 1 wm 3;
R npeacrasinsier codort Bogopona uim -C(O)N(R,)(Ry), rae R, u Ry, HezaBucumo

npeacTaBisitoT co0olt -(C-Cy)amkuin uiu -(Cy-Cy)ankun(Cs-Cq)apuit, mpuyeM KaxIbld U3

R, u Ry MoxeT O6bITh HeoOs13aTenbHO 3aMelieH -(C-Cy)aTKOKCUTPYIIION;
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R, Ry 1 R3 HE3aBUCMMO MPEACTABIISIIOT COOOH BOAOPO/, FAJIOTeH, UUAHOTPYIITY WIIH -
(Cg-Cip)apui, tre ykazauHslii -(Cg-Cpo)apiit MOKET OBITh HEOOS3aTEIHHO 3aMEIICH
rajJoreHoOM, IIPU YCIOBHUH, UTO He Oosee yem oauH u3 Ry, R, u R3, 0603Hauaer Bogopon; u

R4 1 R5 mpeacTaBisitoT coOo BOAOPOA;

WK ero (papManeBTUUECKH TPUEMIIEMOM COJIH.
2. Crioco0 mo 11.1, rae coeMHeHue rpeacTaniseT codoi 4-[(SR)-6,7-murunpo-SH-nmppoito
[1,2-clummaazoir-5-uil-3-hbTopOeH30HUTPUIT (HOPMYIIBI

T

Il

N/
F

Pé /

3. Crniocob mo 1.1, rae coeauHeHue mpeacTasiseT codoit nuruapodocdar 4-[(5SR)-6,7-
muruapo-SH-mmuppoinol1,2-clumunason-5-ui|-3-¢pTopOeH30HUTpUIIA.

4. Crioco0 no irodomy u3 ri. 1-3, rjae 3adoieBaHKe WU PACCTPOMCTBO MPEACTABIISET COOOH
CEPACYHYIO HEAJOCTATOUYHOCTD, KAXEKCUIO, OCTPBI KOPOHAPHBIA CUHAPOM, XPOHUUECKUI
CTPECCOBBIN CUHAPOM, cuHapoM KyimHra, 6o1e3up Kyimuara, MeTaboIuyecKuii CHHAPOM
WX TUIIEPKOPTUZ0JIEMHUIO.

5. Cnoco6 no 1.4, rae 3a00JeBaHUe WM PACCTPONCTBO BBIOPAHO U3 OCTPOM CepAEUHOM
HEI0CTATOYHOCTH, OCTPOM IEKOMIIEHCUPOBAHHOM CEPACYHOM HETOCTATOYHOCTH, XPOHUYECKOM
CEPJICYHON HEJIOCTATOYHOCTH, XPOHUYECKOMN CEPACYHON HEAOCTATOYHOCTH C IIOHUKEHHOM
MIEPEHOCUMOCTBIO (PH3UUECKOM HATPY3KU, XPOHUUIECKOM CepCTHON HEJOCTATOUHOCTH C
MBIIIIEYHOM ¢J1a0O0CThIO, CEP/ICUHOM KaXeKChM, Kaxekcuu, Bei3BaHHON X O3J1, kaxekcuw,
BBI3BAHHOM UPPO30M, KaXEKCHUH, BEI3BAHHOM OITyXOJIBIO MU KaXE€KCHH, BBI3BAHHON BUPYCOM
(BUY).

6. Cioco0 yieueHus CepAeUHOM HEOCTATOYHOCTH, KaXeKCHH, OCTPOTO KOPOHAPHOTO
CHUHIPOMA, XPOHHUECKOTO CTPECCOBOT0 CUHApOoMa, cuHapoMa Kymuura, 6one3nu Kymmnra,
MeTa0O0JIMUECKOTO CUHIPOMA WIIH TUIIEPKOPTU30JIEMHHU, BKITIOYAIOIIHI BBEICHUE TTAIUEHTY
TeparneBTUYecku 3 (HEKTUBHOTO KOJIMUecTBa coenuHeHus popmysl (I):

B KOTOPOM
n paBHO 1 wm 3;
R npeacrasisier codort Bogopoa uim -C(O)N(R,)(Ry), roe R, u Ry, HezaBucumo

npeacTaBisitoT coool -(C-Cy)amkun uiu -(Cy-Cy)ankunn(Cs-Cq)apuil, mpuyeM KaxIbld U3
Ra u Rb MoxeT 6bITh HeoOs13aTebHO 3aMeleH -(C-Cy)aaKoKCUTPYIIION;

R, Ry 1 R3 HE3aBUCMMO MPEACTABIISIIOT COOON BOAOPO/, TAJIOTeH, UUAHOTPYIITY WU -
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(Ce-Cjp)apumn, rae ykazaHHbi -(Cg-Cjg)apuil MOXKET ObITh HEOOS3aTEIBHO 3aMELIEH
rajJoreHOM, IIPU YCIOBHUH, UTO He Oojee yem oauH u3 Ry, R,  R3, 0603Hauaer Bogopon; u
R4 1 R5 mpeacTaBisitoT coOor BOAOPO;

WK ero (papManeBTUUECKH TPUEMIIEMOM COJIH.

7. Criocob 1o 11.6, rJie CoeIMHEeHUE MpeicTaBiseT codoii 4-[(SR)-6,7-nurunpo-SH-nmppoito
[1,2-clummaazoir-5-ui]-3-hbTopOEeH30HUTPHUIL.

8. Crtoco0 110 11.6, T/Ie COeTMHEHHUE MpeIcTaBiIseT coooit muruapodocdart 4-[(5R)-6,7-
auruapo-SH-mmuppoiol1,2-clumumazon-5-uil-3-pTopOeH30HUTpUIIA.

9. Crioco6 no mro0omy u3 111.6-8, rae 3a060JIeBaHKE UM PACCTPONUCTBO BBIOPAHO U3 OCTPOM
CEpPAEYHON HEJOCTATOYHOCTH, OCTPOM JJEKOMIIEHCUPOBAHHOM CEPJIEYHON HENOCTATOYHOCTH,
XPOHUYECKOHN CEPAECUHON HEAOCTATOYHOCTH, XPOHUIECKON CEPAECYHON HEAOCTATOYHOCTH C
MTOHKEHHOM MIEPEHOCUMOCTBIO (PU3UUECKON HATPY3KH, XPOHUUECKOM CepIeuHOM
HEJIOCTATOYHOCTH C MBIIIICUHOM cJ1a00CThIO, CEPACUHON KaXeKCHH, KaXEKCHH, BBI3BAHHOMN
X0O3JI, kaxekcuu, BI3BAHHOMN [IUPPO30M, KAXEKCUH, BBI3BAHHOM OMYXOJIbIO WJIM KaXEKCUH,
BbI3BaHHOU BUpycoM (BY).

10. ITpumenenue coequHerns popmyisl (I),

B KOTOpOH
n paBHO | uiu 3;
R npeacrasinsier codort Bogopoa uim -C(O)N(R,)(Ry), rae R, u Ry, He3aBrcumo

npeacTtaBisitoT coool -(C-Cy)ankun uiu -(Cy-Cy)ankun(Cs-Cq)apuil, mpuyeM KaxIbld U3
R, 1 Ry MoxeT ObITh HeoOs13aTenbHO 3amellieH -(C;-Cy)aaKoKCUT pyIIow;

Ry, R, 1 R3 He3aBUCHMMO MPeACTaBIAIOT CO00I BOAOPO/, FaJOreH, HMaHOTPYIIITY WIU -
(Ce-Cip)apumn, rae ykazaHHbil -(Cg-Cjg)apuil MOXKET ObITh HEOOS3aTEIBHO 3aMELIEH
rajoreHoM, IpHY YCIIOBUM, UTO He Oojiee ueM ouH u3 Ry, R, u Ry 0603HauyaeT Bogopos; u

R4 1 R5 npeacTaBisitor coOo BOAOPO;

WK ero (apManeBTUIECKA TTPUEMIIEMOI COJIM JIJTs1 U3TOTOBJICHUS (hapMaleBTUIECKOM
KOMITO3ULIUM JIJIs JIEUEHHUSI PACCTPONCTBA UITK 3a00JIeBaHUs, XaPAKTEPU3YIOLIETOCs
ITOBBIIIEHHBIMU YPOBHSAMU TOPMOHOB CTPECCA U/WJIN TOHMKEHHBIMY YPOBHSIMH aHIPOTEHHBIX
FOPMOHOB Y NALIMEHTA.

11. ITpumenenue no 1.10, rae coequHeHUe peacTasiseT codoii 4-[(SR)-6,7-murunpo-SH-
nuppodto[ 1,2-clumunaszon-5-unl-3-pTopOeH30HUTPUIT.

12. ITpumenenue 1o 1.10 unu 11, rae coeauHeHue MpeacTaBiIsieT coool auruapodocdat
4-[(5R)-6,7-mqurunpo-5H-mmuppomno[1,2-clumumazon-5-umn]-3-hTopOeH30HUTpUIIA.

13. IIpumenenue mo .10 uim 11, rae 3a0oJ1eBaHKE UITM PACCTPONCTBO MPEACTABIISIET COOOMH
CEPACYHYIO HEJOCTATOYHOCTD, KAXEKCUIO, OCTPBI KOPOHAPHBIN CUHAPOM, XPOHUIECKUI
CTpECCOBBIN cuHApOM, cuHapoM Kyiuara, 6one3up Kyimmara, MeTaboauyeckuii CHHApOM
WJIU TUIIEPKOPTU30JIEMMUIO.

14. ITpumenenue coequHeHus: Gopmyisr (I):
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B KOTOpOI
n paBHO 1 unu 3;
R npencrasisier coboit Bogopoa uim -C(O)N(R,)(Ry), rie R, u Ry, He3aBucumo

npeacTtaBisitoT cooor -(C-Cy)ankun uiu -(Cy-Cy)ankun(Cs-Cy)apuil, mpuyeM KaxIbld U3
R, 1 Ry, MoxeT ObITh Heobs13aTenbHO 3ameltieH -(C;-Cy)aTKoKCUT pyTIIIOit;

R, Ry 1 R3 HE3aBUCMMO NTPEACTABIISIIOT COOOH BOAOPO/, FAJIOreH, UUAHOTPYIILY WIIH -
(Ce-Cjp)apumn, rae ykazaHHbIN -(Cg-Cjg)apuil MOXKET OBbITh HEOOS3aTEIBHO 3aMELLEH
rajoreHoM, IIPU YCIOBUHM, UTO He OoJjiee yeM oauH u3 Ry, R, 1 Ry o603HavaeT Bonopon; u

R4 u R5 mpeacTaBisioT coOoi BOIOPOS;

WK eT0 (hapManeBTUUECKHU IIPUEMIIEMOM COJIM JUTS JIEYSHUS pACCTPOMCTBA WITH 3a00JIeBaHUs,
XapaKTEPU3YIOIIETOCS MOBBIIIIEHHBIMU YPOBHSIMU TOPMOHOB CTpecca /UM MOHUKEHHBIMU
YPOBHSIMU aHAPOTEHHBIX TOPMOHOB Y NTALIMEHTA.

15. ITpumenenwue 1o 1.14, e coequaenue popmyisl (1) mpeacrapnser coodoit 4-[(5R)-6,7-
nuruapo-SH-nmupponol1,2-clumunazon-5-uil-3-GTopOeH30HUTPUIIL.

16. ITpumenenue mo .14 unu 15, rae coequaenne hopmysl (I) mpeacrasiser codok
nuruapodocdar 4-[(5P)-6,7-nuruapo-5SH-nuppoinol1,2-clumunazon-5-unl-3-
(hTOpPOCH30HUTpUIIA.

17. ITpumenenue 1o 1. 14 vnu 15, rae 3a00J1eBaHKE WK PACCTPONUCTBO MPEICTABIISIET COOOM
CEpPAEUYHYIO HEAOCTATOYHOCTD, KAXEKCHIO, OCTPBII KOPOHAPHBIN CUHIPOM, XPOHUYECKUHI
CTPecCcOBbIN cuHIpoM, cuHipoM Kymmnra, 6one3us Kymunra, Merabonuyeckuti CMHAPOM
WJIU TUIIEPKOPTU30JIEMHUIO.

18. ITpumeHnenue 110 11.16, T/A€ 3a00I€BaHUE UJIM PACCTPOMCTBO MPEICTABIISIET COOOM
cunapoMm Kymmnra.

19. I[Tpumenenue 1o 1. 14 uu 15, rae 3a6o1eBaHNUe WK PACCTPOMCTBO BHIOPAHO U3 OCTPOI
CEpACYHOMN HEJTOCTATOUYHOCTH, OCTPOM JIEKOMIIEHCUPOBAHHOM Cep/IeYHOM HETOCTATOYHOCTH,
XPOHUYECKON CEPAECYHON HEAOCTATOYHOCTHU, XPOHUYECKON CEPAECYHON HEAOCTATOYHOCTH C
TTOHWKEHHOU TIEPEHOCUMOCTHIO (PU3UUYECKON HATPY3KH, XPOHUUECKOM CepIeuHOMN
HEJIOCTATOYHOCTH C MBIIIEUHOM CJ1a00CThIO, CEPACUHON KaXeKCUM, KaXeKCUU, BBI3BAHHOMN
XO3JI, kaxekcuu, BI3BAHHOUN LUPPO30M, KAXEKCUW, BBI3BAHHON OMYXOJIbIO UIIM KAXEKCHUH,
BBI3BaHHOM BUpycoM (BY).
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